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Acylamino-substituted acylanilide 
derivatives represented by general formula (I) 
or salts thereof and a pharmaceutical 
composition comprising the same. They have 
an antiandrogenic activity and are useful as a 
prophylactic or therapeutic agent for prostatic 
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the like in which androgen is involved as an 
exacerbating factor. 
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2-(^>^/^3rv^T^y)— 2-^/^"oy<vKin^-/U 0.85 g CDf yi^jgfS 10 ml il 

0.68 g Srfct, 10 B#^»0^HiSSEU^ KlE«K«:j«ET» 
SSL, aSi-iNlfflKSrJP^., ftS^i^/u-CttittJLfc: *r«Ji«:*9fcfft. Szktt*-^*^ 

«i 0.95 g 
#%0||1O— 1 

2-T^y-N- (4-v'7/-3-HJ7^^f^7i^;V)7'DAy7^F 

4 - 1 "C^/tEL fc2 — <> ^/U^ * /WJfn /UT - N - (4 - ">T / - 3 - h > 

T, ^^/U*/U^K79()mf*, H^^fb^^^^^^— r-^ieff6OOmgSrl|g*»0?l, 
JSP*, RK^^50ml-e3lHlttaL, #«JBS:«l*flE»^^^^"eR*Lfe s «0ET 

2-T^y-2-^/l-> r "c7t: t, ^fK277mg^N ( N- ^^/WT-fehr^KSmll^^L, 
-Hrc^T^TT^/^pyKO. 2()6mlS:ap*l^ja(l-Cl«flH«fi J Lyho *^T4-T^/- 
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-**y'-M97:3)igmiffi«WS^ SI(3iiH8^ 

##«10-2 
###J10-3 
##0811-1 

(1) 2- -<>^/U^r*>^ yUT - 2 - ^^^0/^83 Og£N , N - is^JVT ir 
«r»fce 

(2) #^nfcat£fi*^oap«^l00ml(i8»L i ^T^f^/^^Sml, £7 
^ft^?*^^/^— ^uatflSmltWftao^, 3H&T3BIW!M#Lfc», 
^/^/I^VK25ml, ^^^^^^^-X/^fflSmi^OKL, ^iB.T?l 0 ffitt 

#3§ :« 1 1 - 1 1 m m ( T go # Sr^fiE t -/t, 

*-%#Jll-2 

2-T^/-2-(3, 4 ~ y i/7 y 7i^^/W^^f/U) if /l^ Tirf— h 
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1— r^y— n — <4— i^r/— 3 — hy:7/io^n^/p^ 

##01)12-3 
###Jl3 

2- T^y- (3, -3-^f^>7^K 

#%^jioT^^L^2-ry/v^i/^7/wK^/wr5:y-N- (3, 4-^>r/^^^) 

-3-^/^^>r^Fl. 88g^t> + r®530mgC7J^hvtK^^V>^^l-^h^^hy^ 
#%#]14 

l-^^^/P^v-^/l-7j^/W-N- (4-^>T/-3-hy^^n/^/W^^-yV)-2 
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^T, 4-r^-2--hy^/^n^/u^<>y f rihy^3. 2g^>iftToAq;i*:t£, 
6I#raaH*Lfc:: S^k"feiBK^^/U5()ml-t?«IRL/ta, lNifi»50ml, ffifllSW*50 
ml, 5K«*50mlT-tix^8fe#L, i*«SSv^i/i?i,tR»Lt a «BETI-®ttES: 

#%ffill5-l 

[4- (4— 7/U^n^^>f/W)T$W^o^^^/l/^7/U2K^it 

4-r^/^^n^i//^/U;nV^(cis Lrans ^R-frtt) 1. 43gSria^*(Kft-M- 
y*A*jS*iSlOnili^S<l¥L. M^^/Kr^l. OlgSrJinjfcfcc: ^^T4-7/^n-<>yV 

#%«15-l^|pl*irLr«T^#%«Sr^J=ilcLfc, 
#%Wl5-2 

Ref.Ex. : AcOEt:fttt^/l' 

DATA Hex 

NMR EtOH /V 

(Wl^WELfc^BW, DMSO-d 6 , (Et) 2 0:v>^^^^— ^A- 

TMS rt«B«Sp"t?fflE) l,2-diCl-Et:l, 

mp 



Ref.Ex 


DATA 


1-1 


NMR: 6 :0.77(3H t t,J=7.3Hz).1.4O-1.66(2H,m) t 3.4O-3.64(lH,m) ( 3.68(3H,B), 7.28-7.47 
(2H l m),7.77-7.92(2H l m),8.15(1H l d<J=8.8Hz) 


1-2 


NMR(CDCL,,TMS internal standard) 

« , >:1.6B(6H,s),3.79(3H,s),6.77(1H,br) ( 7.00-7.19(2H ( m} l 7.71-7.87(2H,m) 


1-3 


NMR(CDCl3,TMS internal standard) 

6 :l.65(6H,S),3.62(3H t S),4.CX)(3H I S) 1 6.95-7.45(3H,m) l B.20-8.49(2H,m) 
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Ref.Ex 


DATA 


1-4 


NMR: A :1.46(6H,S),3.58(3H,s),7.90-8.03(4H ( m),8.72(1H,s) 


1-5 


NMR: A :1.48(6H,s) t 3.60(3H,sJ t 7.73-8.10{4H,m) t 8.85(1H,s) 


1-6 


NMR(CDCI 3 ,TMS internal standard) 

6 :1.39(6H,s),3.58(3H,s),5.43(1H ( s),7.08-7.16(2H,m),7.85-8.85(2H,m) 


1-7 


NMR(CDCl 3l TMS internal standard) 

t):1.48(6H l s) l 3.71(3H,s) t 5.63(1H,br) ( 8.02-8.12(2H,m).8.31-8.40(2H ( m) 


1-8 


NMR(CDCI 3l TMS internal standard) 

6 :1 .44(6H 1 s),3.66(3H,s),3.B6(3H,s) ,5.27(1 H,br) ,6.90-7. 00(2H,m) ,7.56-7.86 (2H,m) 


1-9 


NMRfCOCta.TMS internal standard) 

A :2.55-2.64(2H,m) ( 3.12-3.34(2H,rn),3.69(3H,s) ,7.1 8-7.31 (3H ( m),781 -7.85 (2H,m) 


1-10 


NMR(CDCI 3t TMS internal standard) 

A:1.19(3H,d f J«6.8Hz) f 2.53(2H,d,J=5.5Hz),3.62-3.90(4H ( rn),5.37-5.45(1H f m), 7.11- 
7.21 (2H < m) r 7.79-7.95(2H,m) 


1-1 1 


NMR: A :1.15-1.32(4H,m),3.31(3H,s),7.32-7.52(2H,m),7.73-7.89(2H,m), B.78(1H,s) 


1-12 


NMR: A :1 .07-1 .28 (2H,m),1 .35-1 .55(2H,m),3.60(3H,s) ( 7.20-7,40(2H,m),7.85-8.01 
<2H,m).9.08(1H.br) 


1-13 


NMR: 6 : 1. 40- 1. 57(4 H,m),1.80-2.02(4H,m), 3. 45(3H,B), 7. 31 -7.5 1(2H,m), 7.40-7.90 
<2H,m), 8.25(1 H.s) 


1-14 


NMR: A :1.55-2.25(8H l m) l 3.58(3H ( S),7.19-7.39(2H,m),7.B5-8.01(2H,m), 8.66(1 H,s) 


1-15 


NMR: 6 :1.15-1.40(6H,m) f 1.65-1.88(4H,m) l 3.39(3H,s) l 7.30-7.51(2H,m),7.74-7.90 
(2H,m) ( B.08(1H,s) 


1-16 


NMR: 6 :1.38-2.30(10H,m),3.58(3H t s),7.18-7.39(2H ( m),7.83-7.98(2H,m). 8.38(1H.S) 


1-17 


NMR: 6 :1 .97-2.10(4H,m),3.58-3.76(7H,m) l 7.27-7.35(2H.m).7.90-7.9B(2H,m) l 
8.64(1 H.br) 


1-18 


NMR(CDCI 3 ,TMS internal standard) 

6:1.29(3H,U=7.5Hz).1.30(6H,s),1.54(6H,s),4.21(2H ( q,J=7.5Hz) ( 7.10(2H,t,J=8.6Hz) ( 
7.71 (1 H,br),7.81 (2H,dd, J=5.4,8.6Hz ) 


2-1 


NMR: 6 :0.77(3H,t,J=7.3Hz),1.40-1.66(2H ( rn),3.42-3.66(1H,m),7.29-7.49 (2H,m), 
7.77-7.92(2H,m) ( 8.15(1H,d,J=8.8Hz) 


2-2 


NMR(CDCI 3I TMS internal standard) 

6 :1 .39(3H,d,J=7.3Hz) f 2.84(3H.s),4.65-4.89(1 H t m),7.07-7.27(2H,m) ( 7 .76-7.92 
(2H,rn) 


2-3 


NMR(CDCI 3 ,TMS internal standard) 

0 :1 .68(6n,S) ( 7.00-7.33(3H,m) t 7.73-7.89(2H,m) 


2-4 


N M R (C DCI 3 ,TM S internal standard) 

0 .1 .69(6H f S),4.01 (3 H,S), 6. 95-7.52(3H,m), 8.20-8.51 (2H,m) 


2-5 


NMR: 6 :1.46(6H,S),7.92-B,05(4H,m),8.70(1H,S) ( 12.25(1H.br) 


2-6 


NMR: 6 :1 .48(6H,s),7.79-8.1 1 (4H,m),8.87(1 H,s), 12.23(1 H.br) 


2-7 


6:1.68(6H,s),5.05(1H.S),7.05-7.14(2H,m) ) 7.66-7.77(2H.m) 


2-8 


NMRfCDCls.TMS intemaJ standard) 
6:1.53(6H,s),5.44(1H,s),B.03-8.12(2H,m),8.31-8.41(2H,m| 


2-9 


NMR(CDCI 3 ,TMS internal standard) 

A :1 .43(6H,s),3.74|3H,s),5.30(1 H,br), 6. 89-7.01 (2H r rn),7.57-7.80(2H,m) 


2-10 


NMR(CDCl,,TMS internal standard) 

6:1.76(6H l s),4.74(2H,br),6.95(2H ( dd,J K 1.8Hz,7.7Hz),7.08(2H,U=8.7Hz),7.24-7.35 
(3n,m), 7.78-7.84 (2n,m) 


2-11 


NMR(CDCI 3 ,TMS internal standard) 

&:2.58-2.69(2H,m),3.12-3.33(2H,m),7.20-7.29(3H,m) ( 7.81-7.87(2H I m) 


2-12 


NMR(CDCI 3 ,TMS internal standard) 

6 :1 .19(3H,d,J=6.8Hz),2.53(2H,d^=5.5Hz) ,3.59-3.88(1 H ( m) ( 5.37-5.46(1H,m), 7.09- 
7.27(2H,m) ( 7.83-7.99(2H,m) 



-23 - 



WO 98/22432 



PCT/JP97/04174 



Ref.Ex 


DATA 


2-13 


NMR: & :1.10-1.42(4H ) m) t 7.32-7.52(2H,m) ( 7.73-7.89(2H,m),8.61(1H,s) l 12.28(1H,br) 


2-14 


NMR; 6 :1.01-1.20(2H,rn),1.27-1.49(2H,m),7.15-7.45(2H,m),7-85-8.08(2H ) m) l 
8.98{lH,br), 12.37(1H,br) 


2-15 


NMR: 6 :1.20-2.05(8H t m),7.29-7.50(2H ( m),7.75-7.90(2H l m),8.05(1H,s), 1 2.42(1 H.br) 


2-16 


NMR: 6 :1.55-2.25(8H t m),7.18-7.40(2H,m),7.84-8.01(2H,m),8.51(1H l s) ( 12.12(1H,br) 


2-17 


NMR: 6 :0.95-1.95(10H,m) t 7.27-7.50(2H,m),7.81-7.92(3H,m), 12.38(1 H ( br) 


2-18 


NMR: 6 :1 .25-2.35(10H,m) t 7.15-7.42(2H,m),7.80-8.00{2H,m) t 8.24(1H,s) 


c-ia 


MMQ- A -1 On.O lOMU m\ O. C7 Q 77/4U rt\\ 7 07 7 raC/QU rv»\ 7 Of\ 7 ng/gu m\ D 

in win. 0 .1 .9U*£. 1 <t\**n,rn/,o.o r-o. / j ^n,rnj,/ .<e/ -# .o3(£n,mj,/ ,yu-r .&o^£ri,rn/, o.o& 
(1H,br),1£37(lH.br) 


. 2-20 


NMR(CDC^TMS internal standard) 

A -1 0*3 /CUt e\ 1 CR/CU e \ 7 rt7/OU 4 t— Q CUI-»^ 7 ACM A Ul Krl 7 QlfOU eAA l_C 1 O CU7I 


3 


NMRCCDCIgTMS internal standard) 
7.76-7.91 (2H,m) 


A "f 


NMRfr.nr.L TM^ internal Qtnnriarril 
l>i IV1 ri w L-^wJg, 1 rVlo internal oulilUcllUJ 

6 :1 .47(3H l d ? J=7.0Hz),4.32-4.48(1H,m),5.17(2H I s),5.25(1H I d,J=7.0H2),7.35 (5H,s). 

7 75-7 77f2H ml 7 92M H brl 9 06f1 H brl • ■ • - - 


4-2 


NMR: 6 :1.41(6H,s) t 5.01(2H ( s) t 7.28-7.35(5H,m),7.69(1H l s). 8.07(1H,d, 
J=8.8Hz),8.20(1H ( d ( J=8.BH2) r 8.33{1H ( s) ) 10.34t1H,S) 


4-3 


NMR: 6 :3.27(3H ( s),3.34-3.64(2H,rn),4.35-4.46(1 H,m),5.00-5.10(2H,m),7.30- 

7 QOf(^t-l ml 7 7R 7 QOM M m\ Q f|1 Q 1 AiOl-t m\ R OB Q QOM U i n 01 M U hr\ 




8.30-8.35(1 H,m) 


A C 


MMR' A -n PK.n QC/RU ml 1 OQ Q HQ MM ml ? QQMLl * |_7 au-r\ A A7 A K1 fOU ml c ifi 

5.22(1 H,m),5.27-5.35(1 H,m), 5.86-5.97(1 H,m),7.64(1 H,d, 

J-7 RH7\ 7 SJQ/1 H rirl J-1 4 R ^Hr\ R 07M H ri 1-fi IHtI R **1 M H ri 1-1 dM7l m RR/1H 

,br) 


4-6 


NMR: 6 :1.60-2.90(6H,m) 1 5.02(2H,s),7.10-7.50(5H,m),7.95-8.40 (4H,m) t 10.24(1 H.br) 




NMfifnnni TM*; internal ctanrtarrlt 

6 :1 .57(6H,s) ,5.1 0(2H,s),5.50(1 H.br) ,7.34(5H ( s) , 1 0.42(1 H ,br) 


6 


NMR(CDC! 3l TMS internal standard) 

A -7 ?R(1H ri 1-7 RH.71 7 R7H H rid 1-1 ^ 7 RH7) fl H rf 1-1 ^M7^ 


7 


NMR(CDCI 3l TMS internal standard) 

6 :2.93(3H,d,J=5.2Hz),4.88(1H,br).6.68(1H,dd,J=2.4,8.6Hz) .6.84(1 H,cU=2.4Hz) ( 7.41 

HU H l_Q CU| 7 1 


n 
o 


iiiiviri^wuwig, i iwiw ii itci i icu otciiiuaiu^ 

A :1 .26f3H t.J=7.3Hz) 1 .30(6H s) 4 18(2H a J=7 3Hz) 4 72(2H si 6 04f1 H si 7 25- 
7.36(5H,m) 


9 


NMR(CDCl3,TMS internal standard) 

6 :1 .29(3H,U=7.0Hz),1 .72(6H,s),4.24(2H 1 q t J=7.0Hz),4.66(2H ( br),6.95(2H,d,J=7.7Hz 
),7.07(2H I t,J=8.7Hz),7.26-7.34(3H t m) l 7.73-7.77(2H,m) 


10-1 


mp: 79-80^ 


10-2 


mp: 116-1irC(Ac0Et-Hex) 


10-3 


rnp: 234-23#C (EtOH-(Et) 2 0) 


11-1 


NMR: 6 :1.32(6H,s),5.34(2H,br),B.06(1H t d,J=8.4Hz) l 8.21 (1H,dd, J=2.1,8.4Hz),8.44 
(1H,d t J=2.1Hz) 


11-2 


NMR: 6 :1.99(3H,s),3.67(1H,t,J=5.5Hz) f 4.18 (2H ( d,J=5.5Hz) 5.05(2H,br), 7.95-8.20 
(2H,m), 8.30-8.45(1 H,m) 


12-1 


NMR; 6:3.26(3H,s),3.32-3.62(3H,m),4.97(2H,br),8.07-B.15(2H t m).8.38-8.41(1H l m) 


12-2 


NMR: 6 :1 .55-2.70(6H,nn),5.31 (3H,br),8.00-8.55(3H ( m) 


12-3 


NMR: 6 :1.14(6H t s),2.75(2H,s),3.31 (1H.br), 5.34(2H,br),7.96-B.10(2H.m) ( 8.27-8.30 
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Ref.Ex 


DATA 




(1H,m) 


13 


NMR(CDCI 3l TMS internal standard): b :0.86(3H,d,J=6.6Hz), 1.07(3H,d, 
J=7.0Hz).2.41-2.53(tH,m),3.43(1H,d,J=3.3H2) l 7.73(1H,d ( J=8.8Hz),7.94 
(1H,dd,J=2.2,8.BHz), 8.21(1H,d,J=2.2Hz) t 10.18(1H,br) 


14 


NMR: t> :1 .51 (1 .5H,S),1 .53(1 .5H,s),t.86-204(3H,m) ( 2.13-2.23(lH,m),3.51-3.62 

(1 H,m),3.67-3.80{1 H t m),4.88(0.5H,d,J=1 2.6Hz),5.07(1 H,s),5.1 3 (O.SH.d, J=1 2.6Hz) , 

7.02-7. 1 8(2.5H,rn) ,7.27-7.40(2.5H,m) .8.03-8.30(3^01) . 1 0.01 (1 H.s) 


15-1 


NMR: 6 :1.30-2.50(9H, m), 3.10-3.50(1 H, m), 7.21-7.36{2H, m), 7.B7-8.40(2H, rn), 
8.14-B.28(1H,m), 12.24(1 H t br) 


15-2 


NMR(CDCla,TMS internal standard): 6 : 3.46-6.60(1H, m), 4.30-4.60(4H, m), 7.06- 
7.18(2H t rn). 7.61-7.70(2H. rn) 



mmmi 

N-<4 — S/'Ty — 3-hy:7/U:^n7<^/>^^ 
#%<mO-lT*^J$L;t2-T^-N-(4-^ 

m&m i tmm\^LxmMim - 1 6&&&Ltz = 

N- (4-^7>'-3-W7/Wtn^^7^=:/W-2-{[(4-7^D7x^/l')^^ 
2-(4-:7/l';^n:7^-,^;*/^^ 

SKSrAP*., raffiSE-Cll*IBflH*Lfc« «J£TK*«E*e*Lfc«: f -rh^tKn^^Oml 
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8lmg4'#fc = 

7t|5l«I^LT*S6(» 18-21 Sr&jdcLfc: 

j|J6fl»J22 

N— (4 — i/T/-3 — hy7/^i3^f-yW7i=./U)-2 - |[(4-7/^n7i-/I/)^^ 

N— (4-v-T/-3-hy^/U^-a^^/U'7^/U) -2- { [ 
^/U]T5-/|^ F o-'Or5K6(K)mg«rh/U3i>10mliwJ80?L, LawessonWjE290mg4r*D 

Sllfc«lii:ra««-LT*l*ffi|23 f 24£3v*L/^ 
*Jfiffil25 

N - { 1 - [ (4 - ^77-3- /u) /U] - 1 - ^f/Uxf 

I^SflPU JJcJfrT, hy^*=/^7^^V933mg ( N-^o^-^^^W^K633mg*BUfc 

i 

^ftToJP^fca, T/U^*HfeT, f^&T2t$^fig#Lfc = 5i^4-r^y-2-hy 
7^o^/^^y r =hy/U872m K «r^fl:i*oaiJA, S^3B*BiJflH$Lfc:: ^j£Tt-@ 

Hik^*156mgSr#fce 
jit6«25i:ra«icLr|llteffll26-33S:^ritLfco 
Sliffi«lfcRI«^LT|!lte«34-64fc^s£Lfe: 
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T, ■»««*S*L f -<>-tf> -^v^S^^u^^ 

(2)#%ffiJlO-2T^^L/c2-r^/-N- (4-i/r/-3-hy^;l-^-ti^/U-7zcn/U) 

BUai^^iijiijftttiLfc:, mmm^mi^m^v^^M^ntmL, met. 

ir^/ur^y] -2-^/^ci/^>r5:K 

. (2)#%fmo-2T^i&Lfc2-T^/-N-U^ 

^^TifLM-^^^^-^Ti^l^ IffJ^Ti. 

mm*, »^t, iasi*tt[7kTijfc»a ( ^^^^^^^TWMiiSr^t, meet, 
n- {i-[(4-^T/-3-hy^^^oy^/u^ai^^)^/w<^>r^]-i-^/i-^^ 

Ht£ffl|44Tfi h fiELfc2- (I r-[(4-^T/-3-hy^^ny^/L,^^yl,)^/Uy^ 
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N - { 1 — [ (4 — isT J — 3 — 1-y ^ /U) # /U / <^ /U] - 1 — t^-A*^*? 

(1) 8-ar/y^/^^230mgC0^no^>»jK5mH^ f tK^T. ^Ify^ny 
KO. 114ml&tf«i8t&60N, N-^^/^/^T^KSrJPx:, *#T, 30»«ltLfc», 

(2) #%«10-2-e*dcLfc2-r^y-N - (4-v-T/-3-hy^/^n^/^^- 

j**BW^*t^A-c«rttWS4r»fc*L, WET, *K«r«*Lfclfc. »**'>y 

3H*#I79 

N— il-[(4 — V-T/-3 — hy^/U^-ta^f-zV^i^^J^/W^^/W] — 
yu}-4-tfy^^#^1^5K 

TV— /K>. 18g, 1- (S-^^/l'T^/^ntVU)-:^ 2 
SgfcW&JPfcfc, ^It, 2B»WHJH*Lfctt, 2-T$;-N- /S-W?^* 

77>5mlS:aox.|s1ja-e65«FlW»«2Lfc 8 EJC«lwfi«i*»*«:»n;i, WK^^/^Ttt 

/at, «&?pififb^'i-y^^***K-ea;?frLWft, m7kmm^^>^^x^mut : mi±T 
k«j&sh»£u »&;h^&*N&^ mm 

H*W79i:ra«t^Lr^i6Wl80-87S:^*Lfc B 
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/^Tir[>T5:K30mllw^rwt, -20XZ{z#t&U-fe, ^jr^^'S^Wl. I ml err® TL/^: 

UKO. 56ml, MJ^/i'T^O. 66mlSrHi*APx.. Sffi^fltffliaffLfc; EJSi|J(£fi&fq 

N - { 1 - [ (4 - i/T J - 3 - yy-7?V-jrv^!\s'73L~;V) $r/W<^/W] - 2 — kVv*ris=z- 
2— [(4 — — 3 — hy^/^n^/i/^^/^^/u^^/U]— 2— (2 — 

N - { 1 - [ (4 - isT J - 3 - V])Z?/V$-u*=f-As-?z.~ As) ft A>s<*4/W] -\~^ 
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L, *«Ji&fflfDKie**^-h!J^A*Sffil5ml f *15mlX2, «&*P:ftJfi7kl 5mlTftit> 
U BtK^hy^^-CRJftL/Co «!ET(^flS««re^Lfc«, ««ESr^y*^^*^^D-vh 

Kt6ffj90i:ra«i^L"Cj«teffJ91 i 92Sr^»a;Lfc ! 
- 1 - ^fA/xf/HK>X75 K 

^h^tKc3^>4mH^^L, 7k/£T2-T5;/-N- (4-^77-3- hy^'l^nz^ 
/^^=./W)-2-7<^/^ny<>'r^K540mg, hy^/UT S>310 v lSrflgScflU;*., 50# 

ftggoi^/U50ml^lN^7K@fS30ml^(^^iBL, ^Wl^^^^hy^* 
«iff30ml, «Sfn££*30mlX2Tifci$U i»£^hy^^T*^Lfe : */ET(-»JKS:S 

^^ij93^|^i^(CLTllte^j94^^b/^ 

N- { 1 - [ (4 - *>7y-3 - F!J7/UtD^/V7^/U) tf/^y<^/W] - 1 - ^f/ktr 
A- } - 4 - 1 Kn3r XT * K 

N — {1 — [ (4 — \y~T J — 3 — hD~7 jt'J- sis'? z^zz.Jl') ft /Is/^^-^ — 1 — fVzr.^ 
/U}-4-p*H¥i^^XT5K340mB£^^ 
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I*gfe#j9fi 

N-^^v^/U^t/- N- { 1 - [ (4 -y7y-3- hy^/I^ny^/UV^/l-) #/W<^ 
— 1 —^)V^^-fV } -4-7/L-tD^>'X7^' 

DD^y^Oml^Ot, -10 15C-eff&^"K, 3EJftft;y>(). 48g*^Li*0*Px./t, - 

10 l CT-lB#ffBffi#f£, iaa*^4-T^y-2-hi;7/^C2^/U^y=:hy/W0. 59g£ 

n— i i — [ (4-yry-3- hy^/w^-n^/u^ #/w<^f7i*] - 1 -y^/i^n^ 

N-^^/U^v—N— ( 1 — [ (4- *>T y — 3 - Ky^/U-^o^^-zU^ji^i/b) #/U><^e 

>r^]-i-y^ L /^^/^}-4-^/u^-c3-<>'XT5:Ko. 3g*5^^MT:^— ^.ao. i5g 
n- (4-->ry-3-hy^>'U^-py^^^3i^/u)-2-y : ? L /^-2- o— r^^/i^w 
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#%W1()-2T^jSL-/!:2-T^/-N - (4- J -\\-\^)y ^X2^=9 

— hH59mgSr;jO^L, ^iS."C4. 5B^H£#LA;: :: KlSiSiftK. fi&ftlffiW*. fet^TXNtti 
K1S0J99 

N- (4-i/7;-3 - W7/I/^P^f/U7x^ /W) - - (f ^>Xr^K) 

#%^Jl()-2T'^L/-2-r^y - N - (4 - SxT /-3 - h ] J y/^u^^y^/U) 
- 2 - ^f/V7Dy s>r ?K400my£-t = !J S^5ml Cl*&fl?L , yV/l-*^) ftg£34 

4mg, Ny^^T^226mg^nx. f *ifiTiioi*BB«»Ufc;KJi5K&2NaK**jiS- 
StKai^/u-^ih^(i iDSWWJi^ftilSfiSrS^ 

IIJEWli:ra«^LTIIJE«l05-i07fc^L/c., 
^ffi^J25^f^^(rLT^^I108^^L^ 
IISIi«ii:R!«(rLT3ltt«i09-iiiSr^fiKLy!i:= 
ltJ6«25i:ra«(iLT|llfi0!lll2-i22t^fiKLfc B 
36jS6ffilitra««c:Lrll*«i23-i294r'a-filtLfc a 
3lS&#Ji30 

N - (4 - isT J - 3 - \*)yflsituttfc'<^/4/V) - [4 - (4 - ^/U^n-^vyV^) T ^ 

Srffi^T, #%Wl4tP^^fe^ffi^T^^t>^^^To^, #^tffittttSft 
¥-0Mfc*fc (A) Sr»fco SE^*mfettft«i^lM4ff (B) tfcfce 
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R 4 R 5 R 6 R 7 



I*, a,; 



Ex. iHlfiffiW* 

Me 

Et 

Ac :Tir^/w 
Benzyl : — C h.— 



ms :K-at»mm 

(i-Pr) 2 0 : is 4 V7'n fcVPm — ^ /u 
MeOH :^/— 
i-PrOH :>fy^ da/- ^ 



3i4 



(o> 2 

H 



Ex. 


R 1 


R 2 


R 9 


DATA 


1 


CF 3 


CN 


CH 3 


mp: 1 64-1 65 C 

NMR: 6 :1.37(3H l d t J=6.8Hz) ( 2.94(3H,s),4.01-4.17 
(1 H.m),7.68(1 H,d,J=6.0Hz),8.06(1 H,dd,J=1 .8,8.8Hz),8 
.12(1H,d,J=8.8Hz) t 8.29(1H,d,J=1.8Hz), 10.80(1 H,s) 


2 


CF 3 


CN 




mp: 189-190t;(AcOEt-Hex) 

NMR: 6 :1 .21 (3H,d,J=6.8Hz),3.94-3.98(1 H ( m), 7.46- 
7.64(3H,m) t 7.74-7.84(3H,m) ( 8.03-8.0B (2H,m), 8.32- 
8.33 (lH,m) ( 10.71(1H,s) 


3 


CF 3 


CN 


-o- 


mp: ^S-^'CfAcOEt-Hex) 

NMR: 6 :1.24(3H,d,J=7.0Hz) l 3.94-4.00(1H,m),7.28- 
7.31 (2H,m) 1 7.80-7.B4(3H ( m),8.04-8.08(2H,m) ( 8.37 
(1H,d t J=8.0Hz) t 10.71(1H,s) 


4 


CF 3 


CN 




mp: 179-180'C(AcOEt-Hex) 

NMR: 6 :1.24(3H,d ( J=6.8Hz),3.94-3.99(1H,m),7.42- 
7.53(2H,m),773-7.B0(3H l m),7.94-8.12(2H t m),8.46 
(1 H,d, J=8.4Hz), 1 0.70(1 H,s) 


5 


CF 3 


CN 


-o- 


mp: 170-t71T:(AcOEt-Hex) 

NMR: 6 :1.24(3H,d,J=6.8Hz) ( 3.93-4.04(lH l m) f 7.63- 
7.69(4H,m),7.78(lH,dd.J=1.6,8.4Hz),6.04-8.09(2H,m), 
8.07(1 H ( d,J=8.4Hz),8.46(1H f d,J=B.8Hz) t 10.69(1H 1 s) 


6 


CF 3 


CN 




mp: 183-1 84 C(AcOEt-Hex) 

NMR: 6 :1.25(3H,d l J=7.0Hz} t 3.98-4.05(1H l m),7.77 
(1H, dd,J=2.0,8.2Hz) ( 7.88-7.97(4H,m),B.00(1H,d, 
J=2.0Hz) t 8.08(1H,d,J=8.8Hz),B.69(1H,d,J=8.2Hz),10. 
74(1 H,s) 
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Ex. 


R' 


R* 


R 9 


DATA 


7 


CF 3 


CN 


-<Ly~ 0F > 


mp: 1 34- 1 35* C (AcOEt-Hex) 

NMR; 6 :1.27(3H r d,J=6.8Hz) ( 3.99-4.07(1H,m) l 7.72 

{lH.dd l J=1.2.8.8Hz),7.79(2H t d,J=8.0H2),7.95-8.06 

(4H,m),8.66(1H,d,J=B.8Hz) ( 10.73(lH.S) 


8 


CF 3 


CN 


V—' 


mp: 1 1 1 -1 ^^(AcOB-Hex) 

NMR: 6 :1.26(3H,d,J=6.8Hz),3.98-4.05(1H,m),7.41 
(2H ) d,J=8.6Hz).7.76(lH,d,J=8.6Hz) ( 7.87-7.B9(2H,m), 
8.06(2H,d, J=8.6Hz), 8.52(1 H,d.J=8.6Hz). 1 0.75(1 H,s) 


9 


CF 3 


CN 


F 

\ — / 


mp: 184-185'C(AcOEt-Hex) 

NMR: 6 :1.32(3H,d,J=7.2Hz),4.01 -4.14(1 H,m),7.07- 
7.1 2(1 H,m),7.41 -7.47(1 H, m). 7.78-7. 82<2H,m), 8.03 
(1 H,d,J=1 .6Hz) ,8.08(1 H,d,J=B.6Hz),B,67(1 H,d,J=B.6H 
z),10.77(lH,s) 


10 


CF 3 


CN 




mp: 159-1 60 t:(AcOEt-Hex) 

NMR: 6 ;1.25(3H,d,J=7.6Hz),3.98-4.05(1H,m),7.49 
(1 H,t,J=8.4Hz),7.54-7.56(1 H ( m),7.70-7.78(2H ( m), 7.79 
(1H I dd,J=1.8,8.4Hz),8.03(1H,d,Jol.8Hz),8.07(1H,d,J= 
8.4Hz).8.54(1H.d.J=8.4Hz),10.77(1H,s) 


11 


CF 3 


CN 




mp: 1 89- 190t; (AcOEt-Hex) 

NMR: 6 :1.27{3H,d ( J=7.2Hz),4.00-4.08(1H l m) l 7.67- 
7.71 (1 H.m) ,7.78(1 H.dd, J=1 ,6,8.6Hz), 7.96(1 H,d,J=7.6 
Hz),8.00(1H,d,J=1.6Hz),8.04-8.11(3H ) m), 8.64(1H,d, 
J-8.6HZ), 10.79(1 H,6) 


12 


CF 3 


CN 




mp: 143-144*0 (AcOEt-Hex) 

NMR: 6 :1.28(3H l d.J=6-8Hz),4.03-4.10(1H,m),7.70- 
7.74(2H,m),7.84{1H,d,J=8.0Hz) l 7.96(1H,d,J=1.6Hz),8. 
01(1H,s),8.04-8.07(2H,m),8.6B(1H,d,J=8.8Hz). 
10.77(1 H.s) 


13 


CF 3 


CN 




mp: 167-1 68 C (AcOEt-Hex) 

NMR: :1.24(3H t d l J=7.0Hz),4.00-4.04(1H,m),7.48-7.51 
(1H,m),7.57-7.60(2H,m).7.76-7.78(2H,m),7.85-7.90 
(3H ( m),7.98(1H l d ! J=8.8Hz),8.34(1H,s),8.41(1H,d l J=8. 
0Hz), 10.63(1 H,s) 


14 


CF 3 


CN 




mp: 1 93- 1 94X; (AcOEt-Hex) 

NMR: 6 :1.19(3H l d,J=6.8Hz),3.95-4.00(1H,m) ( 7.51 
(1H l t,J=7.6Hz),7.58-7.62(2H,m),7.67-7.71 (1H,m), 7.78 
(1H.d,J=1.6Hz),7.93-8.06(3H.m), 8.13(1H,d,J=7.2Hz), 
8.67(2H,d,J=8,8Hz),1 0.52(1 H.s) 


15 


CF 3 


CN 




mp: 199-200X; (AcOEt-Hex) 

NMR: 6 :1.27(3H,d,J=7.2Hz) l 4.37-4.44(lH,m).7.60- 
7.72(4H,m)7.83(1H,d,J=1.6Hz),8.00(1H,d,J=8.8Hz),8. 
1 7(1 H.dd, J= 1 .2,B.4Hz),8.31 (1 H,dd,J=4.6,7.2Hz),&43( 
1 H.dd,J=1 .6.8.8Hz),9.02(1 H.dd.J=1 .6,4.0Hz),10.65(1 
H,S) 


16 


CF 3 


CN 




mp: 1 85- 1 B6 C (AcOEt-Hex) 

NMR: 6 :1.34(3H.d,J=6.8Hz),3.97-4.06(1H ( m), 7.00- 
7.04(1 H,m),7.25-7.35(4H,m),7.48-7.50(2H l m), 7.84 
(1 H t dd,J=2.0,8.8Hz),7.96(1 H,d J=8.8Hz) ,8.04(1 H,d, J= 
8.0Hz),8.1O(1H.d,J=2.0Hz),1O.8O(1H,s) 
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165 







Ex. 


R 1 


R 2 


R 3 


X 


R 4 


R 8 


DATA 


IT 


Oh 3 


ON 


LJ 
PI 




L/Pt2wn 3 


n 


mrr 17n.17l'P 
nip. i / v i / i v ' 

NMR: 6 :0.83(3H,t,J=7.4Hz) l 1 .52-1 .72 (2H, m), 
3.77-3.82(1 H,m),7.24-7.28(2H,m), 7.75-7.82 
(3H,m),8.01(1H,d,J=2.0Hz).8.07(1H,d,J=8.4Hz), 
8.36(1 H t d,J=8.BHz),1 0.74(1 H,S) 




CF 3 


ON 


rl 




OFI3 


on 3 


mn- 171 170'P/AnnC» UavI 
mp. I f \ - 1 / c v-^MCUCl ncX/ 

NMR:(CDCI 3 ,TMS internal standard) 

6 :1 .09(3H,d,J=7.3Hz) ? 2.86(3H,S)A58-4.62 
(1H,m),7.26-7.30(2H l m),7.80(lH ( d l J=8.6Hz), 

7 RR-7 QfV^H m\ A ORH H H 1—1 RH7) R 7Q i1 H 


19 


CF 3 


CN 


CH3 


0 


CH 3 


H 


mp: 157-1 58'C (AcOEt-Hex) 

NMR: 6 :1.08(3H l d,J-6.8Hz) t 3.25(3H,br), 4.09 

(1 H l br).7.38(2H,t,J=8.0Hz).7.73-7.81 (4H,m), 

8.22-8.34(2H,m) 


20 


Ch 3 


ON 


LJ 

n 


r\ 
\J 


benzyl 


n 


NMR: 6 :2.77-2.99(2H,m) ,4.08-4.1 4(1 H,m), 7.14 
(2H,t,J=8.8Hz),7.19-7.26 (5H,m),7.61-7.64 
(2H,m),7.72(lH,d,J=B.8Hz), 7.96(1 H,s), 8.07 
(1 H,d,J=8.8Hz),8.61 (1 H,d,J=8.8Hz),10.77(1 H.s) 


21 


CF 3 


CN 


H 


O 


H 


H 


mp: ^-ISO^fAcOEt-Hex) 

NMR: iS :3.77(2H,d,J=6.1Hz),7.38-7.42 (2H, m), 

7.86-7.90(3H,m) ,8.08-8. 1 2(2H, m) , 8.25-8.27 

(1H,m),10.71(1H,s) 


22 


CF 3 


CN 


H 


s 


CH 3 


H 


mp: 86-87 C 

NMR: 6 :1.32(3H,d,J=6.8Hz),4.39-4.46 (1H, m), 
7.28-7.34(2H,m),7 78-7.84(2H,m), 8.18-8.24 
(2H,m),B.31(1H t d,J=8.4Hz),8.42 (1H,s), 
12.01 (1H.S) 




Ex. 


R 1 


R 2 


A 


R 9 


DATA 


23 


CF 3 


CN 


Me Me 




mp: 166-1 67 C (AcOEt-Hex) 

NMR: 6 M^lteH^sJJ.Oe^.lOOH.m), 7.57- 

7.61(1H,m),7.84-7.B7(1H,m),8.07-8.14 (2H, 

m),8.23-8.30(2H,m) ( 10.29(1H,s) 


24 


CF 3 


CN 


.OMe 




mp: 90-95t;(AcOEt-(i-Pr) 2 O-Hex) 

NMR: b :3.19(3H,s),3.42-3.52(2H,m), 4.09- 

4.17(1 H l m),7.23-7.28(2H,m),7.76-7.84 (3H ( 

m),8.01-8.03(1H l m) l B.07(1H,d,J=8.4Hz) ( 

8.51 (1 H,d.J=9.2Hz),l0.81 (1 H,S) 
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Ex. 


R 1 


R 2 


A 


R 9 


DATA 


31. 


CF 3 


CN 


Me Me 

X. 




mp: 117-118'C{AcOEt-Hex) 

NMR(CDCI 3l TMS internal standard ) 

A :1 .47(6H,s), 5.84(1 H,s),7.22(2H,t ( J=8.8Hz) l 

7.79(1 H,d,J=8.8Hz).7.90-7.95(3H,m), 8.07 

(1H.s>,9.20(1H,br) 


32 


CF 3 


CN 


Me Me 

x\ 


\-/ nU 2 


mp: 109-1 10t;(AcOEt-Hex) 

NMR: A :1.5D(6H,s),7.89-7.92(2H,m),8.00- 

8.15(4H,m),8.28(1H,d,J=2.0Hz) ( 8.90(1H,s) I 1 

0.33(1 H,s) 


33 


CF 3 


CN 


Me Me 




mp: 124-125 < C(AcOEt-Hex) 
NMR: 6 :1.45(6H t s).3.76(3H,s),6.82(2H,d, 
J=8.8Hz),7.73-7.75(3H,m),7.B9-7,92 (1 H,m), 
8.00(1 H,d,J=2.0Hz),9.67 (1H,s), 10.83(1H.S) 



*7 




Ex. 


R 1 


A 


R» 


DATA 


25 


CF 3 


Me Me 


v=y 


mp: 207-208*0 

NMRfCDCL TMS internal standard \ 
6 :1.77(6H,s),6.29(1H l s),7.15-7.19(2H l m), 7.76 (1H, 
d,J=8.3Hz) ( 7.75-7.83(2H,m),7.87-7.90(1 H.rn), 8.07 
(1 H,d ( J=2.0Hz),1 0.67(1 H,S) 


26 


CF 3 


Me Me 

X. 


OCH a 

^> 


mp: 124-125 r C(AcOEt-Hex) 

NMR: 6 ;1.57(BH,s),3.97(3H i s).7.05(1H,t, J=7.2Hz), 
7.20(1 H,d, J=8.4Hz) ,7-49-7.54(1 H,m) , 7.79(1 H.dd, 
J=2.0 I B.4Hz),8.07(1H,d ( J»8.4Hz) I 8.15(1H I dd f J=2.0,B 
.4Hz), 8.31 (1 H,d,J=2.0Hz) ,8.55(1 H,s) . 1 0.20(1 H,s) 


27 


CF 3 


Me Me 

X. 




mp: 256-258'C(MeOH-EtOH) 

NMR: 6 :1 .54(6H,s) l 7.98(2H,m),8.03-8.15 (4H, m), 
8.29(1 H,d t J=2.0Hz) ,8.85(1 H,s),1 0.22(1 H t s) 


28 


CF 3 


Me Me 

X. 




mp: 222-225TC(AcOEt-Hex) 

NMR: 6 :1 .55(6H,s).7.87{2H 1 d,J=B.8Hz),8.06 (1 H,d, 
J=8.8Hz) l 8.13-B.15(3H,m),8.30(1H,d f J=2.0Hz), 8.83 
{1H ( s),10.23(1H,s) 


29 


CN 


Me Me 




mp: iga-igg^fEtOH) 

NMR 6 :1,52(6H,s),7.31(2H,t I J=8.8Hz),7^8-B.04 

(3H ( m) ( 8.10(lH.dd,J=2.0 ( 8.6Hz) t B.30(lH t d,J=2.0Hz), 

B.59(lH,s) l 10.15(1H,s) 


30 


CI 


Me Me 

>C 




mp: 227-230 £ C(AcOEt-Hex) 

NMR: ft :1 .51 (6H,s),7.31 (2H,t,J=8.9Hz),7.75(1 H, dd, 
J=2.6 r 8.7Hz).7.85(1H,d l J=8.7Hz),8.00(2H.dd l J=5.4,8 
.9Hz),8.06(1 H,d<J=2.6Hz) ,8.55(1 H.br) , 1 0.00(1 H.br) 


34 


CF 3 


Me Me 




mp: 168-1 69 C(AcOEl-Hex) 

NMR: 6 ;1.54(6H,s),7.27-7.32(2H,m),7.52-7.58 

(1H ( m),7. 72-7.76(1 H,m),8.08 (1H,d, J=8.4Hz), 8.16 

(1H I dd t J=1,6,8.4Hz),8.33(1H t d ( J=1.6Hz) l 8.52(1H,d,J 

=1.6Hz),10.22(1H,s) 
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Ex. 


R 1 


A 


R 5 


DATA 


35 


CF 3 


Mc Mc 




mp: 204-206 C(AcOEt- Hex) 

NMR: 6 :1.53(6H,s),7.38-7.43(1H,m),7.50-7.56 (1H, 
m),7.75-7.78(2H,m),8.04-8.15 (2H,m), 8.30(1H,S), 
8.69(1 H,s),1 0.22(1 H t s) 


36 


CF 3 


Me Me 

>C 




mp: 184-185 : C(CHCI 3 ) 

NMR: 6:1 .54(6H,s),7.51-7.54(1 H.m),8.05(1 H,d,J= 
B.8Hz), 8.1 3-8.16(1 H,m),8.24-8.27 (1 H,m) t 8,30(1 H, 
d ( J=1.6Hz) l 8.72(1H,dd,J=1 .6.5.2Hz), 8.80(1H,S). 
9.11(1H,d.J-1.6Hz). 10.22(1 H.6) 


37 


CF 3 


Me Me 

>C 




mp: 1 29-130 C((i-Pr) a O) 

NMR: 6:1.61(6H,s),7.64-7.62(1H,m),8.00-8.01 (2H, 
m). 8.06(1H,d ( J=9.2Hz),8,14-B.16 (1H,rn),8.31 
(1H.U, 

J=1 .6Hz),8.72(1 H,d t J=B.8Hz),B.83(1 H,S),10.34(1 H.s) 


38 


CF 3 


Me Me 

X 


IX) 


mp: 1 73-1 74 < C(AcOEt-C 6 H 6 ) 

NMR: 6 :1 .58(6H ( s),7.59-7.65(2H,m),7.98-8.06 (5H, 
m) t 8.14-8.17(1H,m),8.32(1H,d,J=1.6Hz), 8.56 (1H,s), 
B.74(1H,s),10.26(1H,s) 


39 


CF 3 






mp: 220-221'C(AcOEt-Hex) 
NMR(CDCl3,TMS internal standard ) 
6 :1 .26(3H,s) ( 1 .79-1 .85(1 1 H,m),4.6B-4.72(1 H,m), 
5.98-6.00(1 H ( m),7.81-7.83(2H,m), 7.98-8.00 (1H,m), 
9.88-9.89(1 H.rrt) 


40 


CF 3 






mp: 206-207 c C(AcOEt-Hex) 
NMR (CDCI 3 TMS internal standard): 6 : 1.61 (3H,d, 
J=8.6Hz),4.93-4.97(1H,m),6.82-6.84(1H,m), 7.16- 
7.19{2H,m),7.76(1H;d ( J=B.5Hz) t 7.B4-7.87 (2H,m), 
7.97(1 H.d, J=8.5Hz).8.02 (lH,s).9.88(1H.s) 


41 


CF 3 


Me Me 


V— .V 


mp: 166-1 67 O(AcOEt-Hex) 

NMR: d:1.53(6H,s) t 7.18-7.23(lH,m),7.34-7.40 (1H, 
m). 7.79-7.85(1 H t m),8.08(1 H.d. J=8.BHz). 8.16 (1H. 
dd l J=1.6 ) 8.BHz).8.32(1H t d l J=1.6Hz),B.55(1H f d l J=1.6 
Hz).10.22(1H,s) 


42 


CF 3 


Me Me 




mp: 182-1 83t:(AcOEt-Hex) 

NMR: 6:1.52(6H,s),7.14-7.20(2H,m),7.48-7.56 (1H. 
m), 8.10(1H,d,J=8.8Hz),8.17(1H,dd ( J=1.6, B.8Hz), 
8.33(1 H,d ( J=1.6Hz).9;i0(1H.s), 10.20(1 H,s) 


43 


CF 3 


Me Me 


CI 


mp: 214-215-C(AcOEt-Hex) 
NMR: 6:1.51<6H,s},7.55(1H I dd,J=1.6Hz, 8.0Hz), 
7.66-7.69(2H,m).B.08(1H.d,J=8.4Hz) l 8.18-8.21 (1H, 
m), 8.35-8.36(1 H.m).B.87(1H,s). 10.28(1H,s) 


44 


CF 3 


Me Me 

X. 




mp: 171-172'C(AcOEt-Hex) 

NMR: b :1.49(6H,s),2.01(3H,s),7.16-7.18(1H,m), 
7.34-7.38(1 H,m),7.51-7.55(1H,rn),7.85(1H,dd,J= 
1.6.7.2Hz) ,8.18(1 H,d l J=8.8Hz),8.18(1H,dd 1 J=1. 6,8.8 
Hz).8.33(TH,d,J=1.6Hz) ( B.61(1H,s),10.17(1H,S) 


45 


CF 3 


Me Me 

X. 




mp: 207-208X(AcOEt-Hex) 

NMR: 6:1.51(6H,s),7.65-7.69(1H,m) ( 7.76-7.80 (2H t 
m),7 .87-7.89(1 H, m),8.08-8. 10(1 H,m), 8.18-8.20 (1H, 
m),8.38(1 H,S),8,93(1 H,s), 1 0.30(1 H,s> 


46 


CF 3 


Me Me 




mp: 215-216X:(AcOEt-Hex) 

NMR: A :1.58(6H,s),7.46-7.60(3H t m),7.85 (1H,d, 
J=6.8Hz),7.97-8.13(4H,m),8.24-8.26 (1H,m),8.39 
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FT 
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R 9 


DATA 










(IH.sJ.e.BSdH.sJ.IO^dH.S) 


47 


CF 3 


Me Me 

X. 




mp: 195-196C(AcOEt-Hex) 

NMR: i» :1 .52{6H,s),7.35-7.40(1 H.m) ,7. 45-7.49 (1 H, 
m), 7.61-7.66(2H,m),8.08(1H,d. J=8.8Hz). B.21(1H, 
dd,J=2.4,8.8Hz),8.3B(1H,d,J=2.4Hz) ,8.81 (1H,s), 10.2 
7(1 H.6) 


48 


CF 3 


Me Me 




mp; 180-182C(AcOEt-Hex) 

NMR: 6 :1.52(6H,s) ,7.40-7.51 (3H,m) ,7.61 -7 .65 (1H, 
m),8.05-8.24(2H,m),8.37(1H,br),8.83 (1 H ( br),10.28 
(1H.s) 


49 


CF 3 


Me Me 


-o 


mp: 203-204t:<AcOEt-Hex) 

NMR: 6 :1.54(6H,s),7.46-7.50(2H,m),7.53-7.57 (1H, 
m) l *7.93-7.95(2H,m),8.05(1H,d, J=8.4Hz). 8.14 
(1 H,dd,J=1 .6,8.4Hz),8.31 (1 H.d.J=1 .6Hz),B.86(1 H,s), 
10.20(1H t s) 


50 


CF 3 


Me Me 




mp: 106-107C<AcOEt-Hex) 

NMR: 6 ;1.51(6H,s),6.63-6.66(1H,m),7.1B-7.20 (1H, 
m),7.B6-7.88(lH t m) t 8.05 <1H,d, J^8.4Hz), 8.13-8.17 
(1H t m),8.30(1H,d.J=2.0Hz),8.38(1H,s), 10.25(1 H,s) 


51 


CF 3 


Me Me 


•V 

Me 


mp: MS-^t^AcOEt-Hex) 

NMR: 6 :1 ABieH^^ZiBH^S.OAi'i H,dd,J=2.4, 
4.0Hz) ,6.89-6.92(1 H , m) .6.98-7.0 1 ( 1 H ,m) .7.97 (1 H , 
s).8.05{1H,d,J=8.8Hz) t B.15-8.19{1H,m), 8.33(1 H,d t 
J=1.6Hz),10.17(1H,s) 


52 


CN 


XT 




mp: 209-21 0*0 (AcOEt-MeOH) 

NMR: 6 :2.01(3H,s),4.34-4.46(2H,m) l 4.83-4.90 (1H, 
m),7.30-7.37~(2H,m),7.96-8.06(3H,m), 8.09(1 H,d, 
J=8.BHz),8.30(1H.d,J=2.4Hz) ( 8.97(1H,d.J=7.6Hz),10 
.98(1 H,s) 


53 


CF 3 


Me Me 




mp: 125-1 27 C(AcOEt-Hex) 

NMR: 6 :1.52(6H,S) ,7.1 6-7.20(1 H,m),7.76-7 .79 (1H, 
m) ,7.95-7.98(1 H,m) ,8.05(1 H,d,J=8.8Hz), 8. 1 3-8. 1 8 
(1H,m),8.30(1H,d.J-2.0Hz),8.54(1H,s), 10.23(1 H,s) 


54 


CF 3 


Me Me 




mp: 19B-199'C(AcOEt-Hex) 

NMR: 6 :1.51(6H,s),2.27(3H,s),7.21-7.29(2H l m) l 

7.32-7.37(1 H,m),7.54-7.58(1H ( m) t 8.07(lH,d, J=8.8 

Hz),B.19(1H l dd,J=2.0 t 8.8Hz).8.38(1H l dJ=2.0Hz),8.5 

3(1H,s),10.25(1H,S) 


55 


CN 


Me Me 




mp: 175-1 76^ (AcOEt-Hex) 

NMR: 6 :1.52(6H.S).7.27-7.33(2H,m),7.52-7.58 (1H, 
m),7.72-7.77(1H,m),8.05(1H,d,J=8.4Hz), 8.13 (1H, 
dd,J=2.0,8.4Hz),8.34(1H,d f J=2.0Hz),8.51-8.55 (1H, 
m).10.20(1H,s) 


56 


CN 


Me Me 

X. 




mp: 139-141lC(AcOEt-H0x) 

NMR: 6 :1. 51 (6H,s),7.1 4-7.21 (2H,m),7.4B-7.57 (1H, 
m),8.07(1H,d,J=8.8Hz) t 8.12(1H,dd,J=2.0,8.8Hz),8.35 
(1 H,d, J=2.0Hz),9.1 1 (1 H,s),1 0.16(1 H.s) 


57 


CF 3 


Mc Me 

X. 




mp: 221-223 ( C{AcOEt-Hex) 

NMR: A :1.56(6H,s) l 7.43-7.50(2H,m),7.95-8 : 08 (3H, 
m),8.1 5-8.1 9(1 H,m),8.30-8.34(2H,m),8.86 (1 H.s), 
10.29(1 H.s) 
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CF 3 


-OMe 




mp: 195-1 96 C(AcOEt-MeOH) 

NMR: t) :3.31(3H,s) t 3.73(2H,d,J=4.4Hz),4.78-4.85 

(iH.mJ.S.OZ-S.OedH.mJ.B.^tlH.d^B.BHz), 8.31 
(lH l d,J=2.4H2) l 8.55-8.66(lH,m) l 1l.01(lH,S) 


59 


CF 3 






mp: 1 87-1 88T:(AcOEt-Hex) 

m) l 7.29-7.36(2H,m),7.97-8.14(4H ( m), 8.32 (IH.d, J= 
2.0Hz),8.83(1H,d,J= s 6.8Hz), 10.99(1 H,s) 


60 


CF 3 


Me Me 

*» — 




mp: 1 64-165 C(AcOEt-Hex) 

m),8.09(1H,d,J=8.4Hz),8.17(lH l dd,J=1.6 t 8.4Hz) 1 8.34 
(1H t d,J=1.6Hz).8.74(1H.s),10.24(lH.s) 


61 


CF 3 


Me Me 




mp: 208-209C(AcOEt-Hex) 

NMR- f\ -1 CL^fRH 7 ***3-7 fil /I H m\ 7 7R-7 fKA /1 H 

m) ( 8 01-8.08(2H l m) l B.12-8.15(1H,m) i 8.29 (1H,d, 
J=1.6Hz), 8.70(1 H,s),10.21(1H,s) 


62 




Me Me 

X. 




mo: 161-1 62*C f AcOEt- Hex) 

NMR: A :1 .52(6H,S),7.33-7.45(2H,m) l 7.59-7.65 (1 H, 
m),8.08(1 H,d,J=8.8Hz),8.1 5(1 H,dd,J=1 .6,8.8Hz) ,8.33 
(1 H,d,J=1 .6Hz),8.71 (1 H.s), 10.24(1 H.s) 


63 


CF 3 


Me Me 


Me 

\ Me 
Me 


mp: 143-144t;((i-Pr) s O) 

NMR- f\ -1 1 1 fQM ftl 1 dPfflH r\ 7 ^QM Hfil R fM-R 1 1 

(2H,m), 8.30-8.33(1 H,m),9.00(1 H,s) 


64 


CN 


Me ^ M e 

X 




MS FAB (m/z):383[(M+in 

NMR: h :0.97(6H;d,J^6.6Hz);2.05-2.19(1H,m) l 4.51 
(1H,t l J=8.3Hz) 1 715(2H,t,J=7.9Hz),7.46-7.58(1H, m), 
o.u t \ i n,ucj,J— 1 .y,o.onzj,o.uy ( i n,u,j=o.onz|,o,<3o\ 1 
H t d l J=1.9Hz),9.15(1H,d I J=8.3Hz),11.03(1H,br) 


65 


CF 3 


Me Me 


\ — / 


mp: 204-205'C 

NMR: 6 :1.54(6H,s), 7.67-7.71 (1H,m), 7.80-7.84 

MUI m\ 7 QOMU W i—~7 ftU4-r\ 7CX3MUIH l—7M4-r\ 

8.07 (1 H,d,J=8.8Hz), B.19(lH,dd, J=1.6,8.8Hz), 8.31 
(1H,d,J=1.6Hz), 8.95(1H,S), 10.27(lH,s) 


66 


CF 3 


Me Me 




mp: 215-217C 

NMR: 6 :1.42(6H,s) 1 5.02(2H,s) ( 7.28-7.36 (4H ( m), 

7 ROM U c\ A H7M M ri 1— R OU 7 \ q on/1 H rl l-fl 9M7^ 

8.33(1 H,s),10.32(1H t s) 


67 


CF 3 


Me Me 




mp: 205-206^ 

NMR: 6 :1. 57(6H,s),6.91-6.94(2H ( m) ,7.40-7.44(1 H ( 
m), 7.99(1 H,dd t J=1.6,8.0Hz).8.06 (IH.d, J=8.4Hz). 
B.15(1H,dd t J=2.0,8.4Hz), 8.30(1 H,d, J =2.0 Hz), 

R ftfiM Met in P7/1 UI fi\ 11 Rfl/1 H 


68 


CF 3 


Me Me 




mp: 188-189^: 

NMR: 6 :1.66(6H,s),7.73-7.77(2H t m) t 8.06 (1H,d, 
J=8.BHz),8. 1 7(1 H,dd,J=2.0 ) B.4Hz),8.24(1 H,dd t J=1 .6, 
8 4Hz) 8 31 (1 H d J=1 6Hz) 8 49(1 H dd J=1 6 7 2Hz) 
8.29(1 H ( dd,J = 1.6,8.4Hz) l 9.15(1H t m), 10.37(1 H,S),11. 
46(1 H,s) 


69 


CF 3 


Me Me 


N 

H 


mp: 122-1 23 C(AcOE!-Hex) 
NMR: A :1.49(6H,s),6.08-6.12(1H t m),6.85-6.88 
(1 H ,m) ,6.93-6.97(1 H,m) t 8.01 -8.06(2H,m),8. 1 3-8, 1 7 
(1H,m),8.30-8.34(1H ( m). 10.21 (1H,s),1 1.40-1 1.46 
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(1H.br) 
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CF 3 


Me Me 

X. 


X 

Me Me 


MS FAB (m/z):41B[(M+Hn 

NMR: b :1.41{eH ( s),1.47(6H 1 B),7.18-7.33(5H,m), 
7.45(1 H.s).B.05-8.14(2H,m),8.24-B.26(1H,m), 9.89 
(1H,s) 


71 


CF 3 


Me Mc 

X. 




mp; 194-195C(AcOEt-Hex) 

NMR: 6 :l .52(6H,s),7.28-7.39(2H.m),7.45-7.52 (1H, 
m),8.09(lH,d t J=8.4Hz),B.1 6-8.20(1 H.m), 8.33 (iH.d, 
J=1 .6Hz),9.1 3(1 H,S),1 0.15(1 H,s) 


72 


CF 3 


Me Me 

X 


xr 


mp: 182-184"C(AcOEt-Hex) 

NMR: ft :1 .53(6H,s),7.42(lH,dd,J S :2.4 1 8.0Hz), 7.54- 
7.58(1 H,m),7.78(1H ( t t J=8.0Hz),8.08(1H l d,J=8.4Hz), 
B.IS-B.IBflH.mJ.a.SS-B.SStlH.mJ.S^-B.eSOH.m), 
10.27(lH,s) 


73 


CF 3 


Me Me 

X. 


"XX 


mp: IBe-ieg'CfAcOEt-Hex) 

NMR: 6 :1.51(6H,s),7.30-7.37(1H.m).7.52(lH l dd. 

J=2.4,8.4Hz) ( 7.72(1 H.dd, J=6.4,B.4Hz) ,8.09(1 H t d,J=8 

.8Hz) l 8.18-8.22(1H l m),8.34-B.37(1H,m),8.45 (1H,s), 

10.28(1H,s) 


74 


CF 3 


Me Me 




mp: 187-1B8'C(AcOEt-Hex) 

NMR: 6 :1 .53 (6H,s) ,7.54(1 H,t,Jo9.2Hz),7.90-7.95 
(1H,m),8.05(1H,d t J=8.4Hz),ai1-8.16(1H,m). 8.25 
(1H,dd,J=2.0,7.2Hz),8.28-8.30(1H p m),8.76(1H,s), 
1 0.22(1 H,s) 


75 


CF 3 


Me Me 


F 


mp: 197-1 99 C(AcOEt-Hex) 

NMR: 6 :1.51(6H I s),7.27-7.34(2H,m),8.10(1H,d, J= 

B.4"Hz),B.15-8.20(1H l m),8.31-8.33(1H,m),9.12(1H,s), 

10.22(1H,s) 


76 


CF 3 


Me Me 

X. 




mp: 222-223 C(AcOEt-Hex) 

NMR: 6 :1 .42(6H 1 s),7.24-7.28(3H ( m),7.35-7.40 (3H. 
m),7.44-7.56(2H,m),7.75-7.79(1H,m), 8.07 (1H,d, 
J=B.8Hz),8.13-B.16(1H,m),8.32-8.34 (1H,m), 8.65 
(1H,s),10.22(1H ( s) 


77 


CF 3 


Me Me 

X. 


o-o 


mp: 197-198 c C(AcOEt-Hex) 

NMR: 6:1.55(6H,s),7.39-7.44(1H,m),7.47-7.53 (2H, 
m) t 7.72-7.81(4H,m) l 8.02-8.08(3H,m) l 8.1 4-8.18 (1H, 
m).B.31-8.33(tH.m).8.63(1H,s),10.22 (1H,s) 


78 


CF 3 


Me Me 

X. 


^ s 


MS FAB (m/z):400[(M+Hn 

NMR: 6 :1.56(6H,s),7.15(1H l d,J=5.6Hz),7.69-7.73 
(1H,m) t 7.82(1H,dd,J=4.5,5.6Hz),B.07(1H,d.J=8.5Hz). 
B.09(1H,l>r) ) 8.13(1H,d,J=1.9,B.5Hz),8.28(1H t d,J=1.9 
Hz),10.24(1H,br) 


79 


CF 3 


Me Me 

X. 




mp: 197-199 c C(AcOEt-Hex) 

NMR: 6:1 .54(6H,s),7.84-7.87(2H,m),8.06(1 H,d,J= 
8.8 Hz),8.l2-8.16(lH,m),8.30(1H,d,J=2.4Hz), 8.73- 
B.7G(2H,m),B.87(lH,s),10.29(1 H.s) 


80 


CF 3 


Me Me 

X. 




mp: 106-1 Q8T: (AcOEt-Hex) 

NMR: 6 :1.61(6H I s).B.07(lH,d,J=8.4Hz),8.13-8.17 
(1H ( m) t 8.30(1H.d.J=1.6Hz),8.79-8.82(1H,m), 8.90- 
B.93(2H,m),9.15-9.17(1H,m),10.32(1H,s) 


81 


CF 3 


Me Me 

X. 


X^X^X^ 


mp: 170-171'C(AcOEt-Hex) 

NMR: 6:1.65(6H,s),7.80-7.91(2H,m),8.06(1H.d, J= 
B.8Hz),8.13-8.20(2H t m),8^6-8.32(2H,m), 8.53 (1H, 
s),8.96(1H,s) ,9.45(1 H,s),10.38(1H,s) 
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82 


CF 3 


Me Me 

>C 


H 


mp: 172-1 73 C(AcOEt-Hex) 

NMR: <^ :1.57(6H,s), 6.75-6.78(1 H,m),7. 14-7. 19 (1H, 
m) 7 40-7 44f 1 H m) 7 57M H d J«8.0Hz).7.64 (1 H,d, 
J=8.0Hz),8.06(1H,d t J=B.8Hz),B.13-8.17 (1H,m),8.30- 
8.33(2H,m),10.22(1H,s),11.2B(1H.br) 


83 


CF 3 


Me Me 


— chp-^~Vf 

\ TT / 


MS El (m/z):423(M*) 

NMR: i> :1.47(6H,s),4.53{2H,s),6.94-7.00(2H,m) l 
7.04-7.1 1 (2H,m),8.08(1 H,d,J=8.4Hz),8.1 7-8.22 (1H, 
m),8.27-8.30(1H,mJ,8.32(1H.S), 10.21 (1H,s) 


84 


CF S 


Me Me 

X. 




mp: 289-290'C(AcOEt-MeOH) 

NMR: d :1.72(6H,s),5.61(lH,d,J=9.2Hz),7.58 (1H,d, 
Jsfl 2Hz* 8 13-B 20f2H m) 8 27-8.34f2H.m). 10.37- 
10.44(1 H.m), 10.49(1 H.br) 


85 


CF 3 


Me Me 

>C 


H 


mp: 147-1 49 C(AcOEt-Hex) 

NMR: 6 :1.56(6H,s),7.02-7 .07(1 H.m) ,7. 16-7.21 (1H, 
m) ,7.32-7.36(1 H,m) ,7.37-7.42(1 H,m) ,7.62-7.66 (1H, 
m),8.05(1H,d,J=9.2Hz),B.14-B.19(1H.m). 8.30-8.33 
(1 H,m),8.53( 1 H,s), 1 0.29 (1 H.s), 1 1 .55(1 H,br) 


86 


CF 3 


Me Me 

>C 




mp: 100-1 02 C(AcOEt-Hex) 

NMR: 6 :1.50(6H,s) t 2.45(3H,s) l 6.85-6.8B(1H l m) l 

7 76(1 H d J=4 0Hzl.8 03-8.07(1 H.m). B.I 3-8.17 (1H. 

m).8.29-8.32(1H,m),8.41(1H ) s),10.22(1H,s) 
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CF 3 


Me Me 


H 


mp: 231-232 C(AcOEt-Hex) 

NMR: 6 :1.55<6H,s) l 7.02-7.08(lH ( m),7.32-7.34 (1H, 
m),7.36-7.45(2H,m),8.05(1H,d,J=8.4Hz),8.16 (iH.dd, 

1-9 fl R 4H7^ R^KIHri 1-9 OH7^ fl 5Q(1 H ct\ If] ?RM 
u — ^.w,o.*+nz.^ ( o.o 1 \i n t U|j— £>wn^ t v<^9^ 1 riia^ iu.cu^ 1 

H,s),1 1.66(1 H,s) 


88 


CF 3 


r 


CP 


MS FAB (m/z):438[(M+H) + ] 

NMR: 6 :2.01(3H ( s).4.34-4.48(2H ( m),4.87-4.96 (1H. 
m),7.27-7,37(2H.m),7.43-7.68(1H,m),7-65-7.79(1H l 
m) 8 05(1 H dd.J=2.1.9.0Hzl 8 14 (1H.d.J=9.0Hz). 

f J Ifi \J • W I • • I ■ Wft | W "™ !■ » f f • 4# 1 1 | • ■ 1 lilt |W )W • V ■ ^» J | 

8.30(lH,d,J=2.lHz) I 8.74-8.82(1H t m). 11.04(lH,br) 


89 


CF 3 


.OH 




mp: 1B1-182C(AcOEt-MeOH) 

NMR: 6 :3.80-3.85(2H,m),4.63-4.68(1H,m) t 5.18- 

5.24(1 H, m), 7.29-7.37 (2H,m), 7. 55-7.62(1 H,m), 7.72- 

7.77(1 H,m),8.02-8.06(1 H,m),8.12(1 H,d, J=8.8Hz), 

8.33-B.38(2H ( m) l 10.92(1H,s) 


90 


CF 3 


Me Me 


-f>(ie 


mp: 179t; 

NMR: 6 :1 .52(6H,s),3.81 (3H,s),7.00(2H t d, J=8.7Hz), 
7.91 (2H,d,J=8.7Hz),B.04(1 H,d,J=B.7Hz),8.02-B.05 
(1 H.m),8.29-8.31 (1 H,m),838(1 H.br), 10. 1 6(1 H.br) 


91 


CF 3 


Me Me 

>c 




mp: 182- 183*0 (AcOEt) 

NMR: 6 :1.52(6H,s),7.70(2H.d,J=8.4Hz),7.89(2H, d. 
J=8.4Hz),8.05(1H,d,J=8.4Hz),8.1 1-8.16(1 H,m), 8.28- 
B.30(1 H,m),8.65(1 H,br),1 0.1 9(1 H t br) 


92 


CF 3 


Me Me 




mp: 173C (AcOEt) 

NMR: A :1 .52(6H,s),7.56(2H t d 1 J=8.4Hz),7.96(2H, d, 
J=8.4Hz),8.05(1H,d ( J=8.7Hz) t 8.12-8.1 6(1 H,m), 8.29- 
8.31 (1H.m).8.65(lH,br), 10.19(1 H.br) 


93 


CF 3 


Me Me 




mp:223i: 

NMR: 6 :1 .50(6H,s) ,7.60(1 H,d,J=8.1 Hz),7.68(1 H, d, 
J=1 .8,8. 1 Hz),7,81 (1 H,d,J=1 .8Hz),8.0B(1 H,d ( J=9.0Hz 
),8.1 7-8.22(1 H,m),B.35-8.36(1H,m),8.87 (1H,br), 
10.28dH.br) 
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Ex. 


FV 


A 


R 9 


DATA 


94 


PF 3 


Me Me 




mp: 199C (AcOE!-(Et) 2 0) 

NMR: 6:1.51(6H l s),7.35-7.41(1H,m),7.62-7.66 (1H, 
m) ,768-7.73(1 H,m),808(1 H.d,J=8.4H2),8. 1 8-8.22 
(1H,m) ( 8.37-8.39(1H l m),B.83(1H,br), 10.28 (1H,br) 


95 


CF 3 


Me Me 




MS FAB (m/z):392[(M+Hn 

NMR: ft :1 .50(6H,s} 1 6.80(2H,d,J=8.7Hz) ( 7.80(2H l d, 
J=8.7Hz).8.04(1H l d.J=9.0Hz),8.1 1-8.16(1 H,m), 8.26 

{iHjjr),8.30-8.32(iH.m),9.990H f br) f io.i5(iH,br) 



3*8 




Ex. 


R 1 


A 


R 8 


DATA 


96 


CF 3 


Me Me 


O-Benzyl 


MS FAB (m/z):500[(M+Hn 

NMR(CDCI 3( TMS internal standard): 6 :1.85 (6H,s), 4.60 
(2H.br) 1 6.78(2H t d,J=7.4Hz) ( 6.88(2H,t,J=8.8Hz),7.08-7.33 
(3H,m),7.74-7.81 (3H,m), 7.93(1 H,dd,J= 2.2, 8.4 Hz), 8,09 
(1H,d,J=2.2Hz),1 0.05(1 H,s) 


97 


CF 3 


- Me Me 


OH 


mp: 211-213<C 

NMRfCDCIa+DMSO-deTMS internal standard) 
6 :1.67(6H ( s),7.05-7.10(2H,m),7.74(1H,d, J=8.5Hz),7.84- 
7.89(2H,m),7.95(lH,d l J=1 .8Hz),8.10(1 H.dd, J=1 .8,8.4Hz), 
9.17(1H,s),9.23(1H,S) 



3?9 




Ex. 


R 1 


R 2 


Y 


R 8 


DATA 


98 


3-CF 3 


4-CN 


0 

H 




mp: 144-1 46 C(AcOEt) 

NMR: A:1.40(6H,s) t 6.69(2H,s),6.80-6.63 (1H, 
m),7.01 (1 H,d,J=2.4Hz) ( 7.35-7.40(3H,m), 7.45- 
7.49(2H.m).7.65(1H.d.J=8.4Hz),B.54(1H.br) 


99 


3-CF 3 


4-CN 


C=S 


-0 


mp: 194-196T: 

NMR: 6 :1.70(6H,s),7.40-7.52(3H t m) ( 7 84- 
7.87{2H,m), 8.0B-8.08(2H,m),8.24(1 H,s), 
10.02(1H,s),10.20(1H l s) 


100 


3- CI 


5-Cf 


c=o 




mp: 229-230 c C(AcOEt-Hex) 

NMR: A :1.50(6H,s),7.23(1H,t,J= 1.3Hz), 7.31 

(2H,t,J=6.8Hz),7.73(1H,d,J=1.3Hz),7.98-8.04 

(2H.m),8.51 (1 H,s).9.73(1 H.s) 


101 


3-CF 3 


5-CF 3 


c=o 


-O-f 


mp: 240-241 C(AcOEt-Hex) 

NMR: 6 :1.53(6H ( s),7.32(2H ( t,J=6.6Hz), 7.71 

(1H l s),8.02(2H,dd,J=3.9,6.6Hz),8.37(2H,s) ( 8.5 

9(1H,s),10.10(1H,s) 
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Ex. 


R 1 


R 2 


Y 


R 8 


DATA 


102 


. 2-CF3 


4-CN 


c=o 




MS FAB (m/z):394[{M+Hn 

NMR: 6 :1.52(6H t s},7.32(2H,t.J=9.0Hz),7.95- 

8.03(3H,m),8.13-8.19(1H,m) t 8.24-8.28(1H,m) ( 

8.74(1 H,br),9.16(1H,br) 



1 0 




ex.. 


n 




V 

T 


R 9 


DATA 


103 


CF 3 




so 2 




mp: 145-1 46 C(AcOEt-Hex) 
NMR: 6 :2.57(2H,U=6.8Hz),3.04-3.10 
(2H, m).7.40-7.45(2H,m).7.B4-7.88 <3H,m), 
7.92 0 H,dd,J=2.0,8.6Hz) ,8.09(1 H,d. 
A-R RHr\ fl P4MH d .l-5> OH7) 10 72/1 H 


104 


CF, 




so 2 




mp: 163-164 C(AcOEt-Hex) . . ... . 

NMR: 6 :1.02(3H,d ( J=6.4Hz),2.46{2H ( d, 
J=6.8Hz),3.64-3.71 (1 H.m),7.29-7.33(2H,m), 
7 80-7 91 (5H ml 8 16f1 H.s) 10.60MH s) 


105 


CF, 




c-o 




mp: 1 80- 1 81 *C (AcOEt-Hex) 
NMR: A ;1 .27(6H, s ),4.03(2H,d,J=7.0Hz), 
7.24-7.31 (2H 1 m),782-7.88(2H,m) 1 8.09 
(1H,d,J=8.6Hz), 8.1 3-8.18(1 H,m),8,32- 
8.35(1.H l m).B.42rB.48 (1H.m),10.02(1H,s) 


106 


CF, 




so 2 


-©-* 


mp: 161-162C(AcOEt-Hex) 

NMR: 6 :1,19(6H, s),3.02(2H,d,J=:6.7Hz) 1 

7.36-7.43(2H,m).7.76-7.88(3H,m).8.06-8.13 

(2H ( m) f 8.28-8.31(1H,m) t 9.91(1H t s) 


107 


CF, 




c=o 




mp: 191-192ft:(AcOEt-Hex) 
NMR: 6 :1.27(6H,s) ( 3-60(2H,d,J=6.4Hz), 
7.10-7.16 (2H l m) ( 7.44-7.53(1H,m),8.0B 
(1H,d t J=B,8Hz), 8.15-8.19(1 H,m),8.35- 
8.38(1 H,m) ( 8.72-8.77 (1H.m) ( 1 0.04(1 H,s) 


108 


CF, 


Me Me 
Me Me 


c-o 




MS FAB (m/z):436t(M+Hn 
NMR( CDCI 3t TMS internal standard): 
6 :1.48 (6H.S), 1.61 (6H.S). 7.11(2H,t,J= 
B.7Hz),7.77-7.86(3H,m),7.93-8.05 (4H,m) 



Ex. 


R 1 


A 


Y 


R 9 


DATA 


109 


CF 3 


SI 


c=o 




mp: 236-238 t C(AcOEt-Hex) 
NMR: 6 :1.B0-2.02(2H,m),2.28-2.38 (2H, 
m),2.60-2.74(2H 1 m),7.30-7.37 (2H,m), 
8.01-8.08(3H,m) ,8.12-8.16 (1H,m),8.30- 
8.32(1H,m) ,9.02(1 H.s). 10.18(1 H.s) 
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Ex. 


R 1 


A 


Y 


R 9 


DATA 


110 


CF 3 




so 2 




mp: 1 69-170 C(AcOEt-Hex) 

NMR: ft :1.53-1.80(2H,m),2.04-2.16 (2H, 

m),2.37-2.46(2H,m) t 7.23-7.32 {2H,m), 

7 7*3-7 nn/9H m\ 7 QR.R 1 R /QU ft A1 

(1H,s),1 0.24(1 H,s) 


111 


CF 3 


Si 


c=o 




mp: 205-207C(AcOEt-Hex) 

NMR: f>:1.79-2.05(2H,m),2.22-2.31 (2H, 

m),2.67-2.76(2H,m),7.16-7.23(2H, m), 

7 ^("1.7 <?Q/1 H ft OQ.R rn\ o oo. 

B.36(1H.m).9.46(1H,s),10.23 (1H.s) 


112 


CF 3 




so 2 




mp: 21 1 -213 'C(AcOEt-Hex) 

NMR: 6 :1 .02-1 .05(2H,m),1 .30-1 .33 (2H, 

m),7 30-7.35(2H,m),7.B2-7.86(2H,m), 7.96 

.1 2(1 H.d, J=1 .6Hz) t 8.45(1 H,s), 1 0.24(1 H.s) 


113 


CF 3 




c=o 


-o- 


mp: 284-286TC(Ac0Et-Hex) 

NMR: 6 :1 .19-1 .22(2H,m),1 .53-1 .56 (2H, 

m),7.o i-7.37(2n,m),o.0U-o.ui>vtri,rTij, o.uo 

(1H,d,J=B.8Hz) ) 8.20{1H,dd l J=2.0,8.8Hz),8 

.32(1H,d,J=2.0Hz),9.03(1H,s),10.25(1H,s) 


114 


CF 3 


Q 


so 2 




mp: 177-178'C(Ac0Et-Hex) 

NMR: 6:1.49-1.63(4H.m),1.84-1.90 (2H, 

m\ O AC O 4 0/OU m\ 7 OO 7 OD/OLJ m\ 7 70 

m) l Z.0o-Z.iZ(^n,m),7.^o-7.Zo(£n,fnj 1 /. fa 
-7.82(2H,m),7.97-8.09(4H,m), 1 0.1 1 (1 H,s) 


115 


CF 3 


Q 


c=o 




mp: 235-236fC(AcOEt-Hex) 
NMR: 6 :1 .62-1.81 (4H,m),1.99-2.05(2H, 
m),2.26-2.33(2H,m),7,28-7,34(2H,m), 7.99 
-o.uo(on,rnj,o. i n ( oa,j=i .o,b.onzj,o.<;y 
(1H I d,J=1.6Hz),8.62(1H I s) I 10.23 (1H,s) 


116 


CF 3 




so 2 




mp: 188-189X;(AcOEt-Hex) 

NMR: 6 :1 . 22-1 .54(6H,S),1. 84-1 .88 (4H, 

m) l 7.19-7.24(2H,m),7.72(1H,S),7.78-7.B1 

/OLJ m\ 7 QC/1LJ jJ^J I 4 o a fj |_J t\ Q f\A Q f\Q 

(£n,mj,/.yo( i n,aa,j= I .o,o.onzj,o.U4-b.uo 
(2H,m).9.91(1H,s) 


117 


CF 3 


Q 


c=o 


-O-r 


mp: 241-242'C(AcOEt-Hex) 
NMR: 6 :1 .31-1 .42(1 H,m),1 .45-1 .6B (5H, 
m),1 .93-2.00(2H ( m),2.04-2.1 1 (2H,m). 7.28 
-f .jo\£n t m//.yi3-oJd(bn t mJ,o.£9 (1 M,a, 
J=2.0Hz), 10.1 2(1 H,s) 


118 


CN 




c=o 


-Or 


mp: 294-295C(AcOE1) 
NMR: 6 :1.18-1.22(2H,m),1.52-1.55 (2H, 
m) 1 7.30-7.36(2H,m),8.00-8.06 (3H,m), 
8. 1 6-8. 1 9(1 H,m},8.33(1 H.d, J=1 .6Hz), 


119 


CN 




so 2 




mp: 171-172°G(AcOEt-Hex) 

NMR: ft .0.98-1 .02(2H ( m),1 .28-1 .32 (2H t 

m),7.33-7.39(2H,m),7.80-7.86 (2H,m), 

7 96(1 H.dd.J=2.0.8.4Hz). 8.04(1 H.d.J=8. 4 

Hz),8.17(1 H,d,J=2.0Hz) ,8.48(1 H,s),10.23( 

1H,s) 


120 


CN 


Q 


so 2 




mp: 214-21 S C(AcOEt-Hex) 
NMR: 6 :1 .47-1 .63(4H ( m),1 .80-1 .89 (2H. 
m) ,2,02-2 . 1 2(2H t m) ,7.28-7.34 (2H , m) , 
7.78-7.84(2H,m) ,7.93-7.97 (1H,m),8.02- 
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Ex. 


R 1 


A 


Y 


R 9 


DATA 












8.06(2H ( m),a.16(1H.d ( J=2.0Hz), 
10.12(1H,s) 


121 


CN 


Q 


c=o 




mp: 1 34-1 35 l C(AcOEt-Hex) 
NMR: *S ;1 .60-1 .81 (4H t m),1 .96-2.07 (2H, 
m) ,2.22-2.34 (2H , m) ,7 .28-7.34(2H , m) , 
7.98-8.05(3H,m),8.07-8.1 1 (1 H,m), 8.29 
(1 H.d, J=2.0Hz),8.62(1 H.s) , 1 0. 1 9 (1 H,s) 


122 


CF 3 


0 


c=o 




mp: 246-247 C(AcOEt) 

NMR; 6 :2.02-2.10(2H,m),2.1 5-2.24 (2H, 

m) r 3.70-3.77(4H,m) .7.30-7.36 (2H,m), 

7.98-8. 15(4H,m),8.28-8.30 (1H,m), 8.43 

(1H ( s),10.23(1H,s) 


130 


CF 3 


-o- 


c=o 




(A) MS FAB(m/z):432[(M-H) ] 
NMR: 6;1.30-1.70(4H, m), 1.90-2.00 
(4H, m), 2.25-2.50(lH, m), 3.70-3.85(1H, 
m). 7.25-7.38(2H, m), 7.8B-7.96(2H, m), 
7.97-8.02(1 H,m), 8.09(1 H. d. J=B.4Hz). 
8.23-8.33(2H, m), 10.63(1 H, br) 

(B) MS FAB(m/z):434[(M+H)*] 
NMR; 6:1 .58-1 .90(BH, m), 2.57-2.65 
(1H, m), 3.90-4.02(1 H. m), 7.23-7.31 (2H, 
rn), 7.88-7.96(2H, m), 7.97-8.03(1 H, m), 
8.08(1 H, d, J=8.4Hz), 8.19-8.26(1 H, m), 
8.36(1 H, br), 1 0.59(1 H. br) 



*1 2 




Ex. 


R 1 


R 2 


Y 


R 9 


DATA 


123 


CF 3 


CN . 


c=o 




mp: 249-250 1; (EtOH) 

NMR: 6 :1.63(3H,s),1.94-2.03(3H,m),2.17- 

2.28(1 H,m),3.50-3.59(1 H,m),3.73-3.82(1 H,m), 

7.29(2H 1 t,J=9.0Hz),7.65(2H,dd t J=5.6 ) 9.0Hz) t 8 

.10(1H,d,J=8.BHz) f 8.17(1H f dd,J=1.8,8.8Hz),B. 

34(1 H p d,J=1 .8Hz),9.96(1 H.s) 


124 


CF 3 


CN 


S0 2 




mp:115-116t ((Et) 2 0-Hex) 
NMR: 6 :1 .50(3H,S),1 .88-2.07(3H,m),2.22- 
2.31 (1 H,m),3.36-3.46(1 H,m),3.61 -3.69(1 H,m), 
7.56-7.62(2H,m),7.66-7.71 (1 H i m),778-7.82 
(2H,m),8.14(1H,d, J=8.4Hz) t 8.23(lH,dd, 
J=2.0,8.4Hz),B.29(1H,d,J=2.0Hz). 10.04(1 H.s) 


125 


CF 3 


CN 


S0 2 




mp: 1B0-182 C C (i-PrOH-CHCIa) 

NMR: ft ;1 .52(3H,s).1 .89-2.07(3 H.m), 2.22- 

2.31 (1 H,m),3.39-3.46(1 H,m) ,3.61 -3.68(1 H,m), 

7.39-7.45(2H,m),7.84-7.90(2H,m), 8.13(1H,d, 

J=8.8Hz).B.22(1H,dd ( J=2.0,8.8Hz),8.27(1H,d l 

J=2.0Hz).10.03(1H,S) 


126 


CF 3 


CN 


S0 2 




mp: 149-150 ( C (EtOH-(Et) 2 0) 
NMR: 6 :1 .49(3H,s),1 .86-2. 07 (3 H.m). 2. 20- 
2.30(1 H,m),3.28-3.42(1 H,m),3.56-3.68(1 H.m), 
3.84(3H,s).7.03-7.13(2H,m). 7.70-7.75(2H.m). 
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Ex. 


R 1 


R 2 


Y 


R 9 


DATA 












8.13(1 H,d,J=8.8Hz), 8.23(1 H,dd,J=2.0,8.8Hz), 
8.29(1 H,d t J=2.0Hz),1 0.02(1 H,s) 


127 


CF 3 


CN 


0 

H 




mp; 1 82-1 84 C (CH ? CI 2 -(Et) 2 0) 

NMR: 6 :1 .53(3H,s),1. 86-1 .95(1 H,m),1. 97- 

2.20(3H,m),3.59-3.67(1H l m),3.75-3.B3 

(1 H,m), 7.23-7.28(2H t m) ,7.52-7.57(2H.m) , 

8.07(1 H,d, J=8.4Hz),8.18(1 H.dd.J=2.0 t 8.4Hz), 

8.33(1 H,d,J=2.0Hz) ,8.35(1 H,br) t 9.97(1H,s) 


128 


CF 3 


CN 


0 

H 


CHjCHa 


mp:173-175'C (1,2-diCI-Et) 
NMR: 6 :1.00(3H,U=7.2Hz),1.46(3H,s), 1.76- 
1.84(1 H,m),1.86-2.02(2H l m),2.10-2.19 
(1H,m), 2.95-3.1 0(2H,m),3.29-3.37(1H,m), 
3.51-3.60 (1H,m). 6.24-6.30(1 H,m) ( 8 07(1H,d l 
J=8.8Hz), 8.13(1 H,dd,J=2.0,8.8Hz) l 8.31(1H,d, 
J=2.0Hz), 1 0.15(1 H,s) 


129 


CF 3 


CN 


0 

H 


Me 


mp: 167-168^: (AcOEt-Hex) 

NMR: 6:1.05(3H,t,J=6.4Hz),1.46(3H,s) l 1.75- 

1 .83(1 H,m) , 1 .B6-2.02(2H,m) ,2. 1 0-2.20(1 H,m) , 

3.31-3.38(1 H,m),3.52-3.60 (1H,m), 3.65-3.78 

(lH,m),5.93( 1H. d, J=B.6Hz),B.07(1H,d, 

J=8.6Hz),8. 12(1 H,dd,J=1 .8,8.6Hz) ,8-30(1 H,d, 

J=1.8Hz),10.17(1H,s) 



Si 3 



Ex. 


Structure 


DATA 


131 




MS FAB(m/z):392[(M+H) + ] 

NMR: 6 : 3.60-3.75(1 H, m). 4.20-4.30 

(2H, m), 4.35-4.60 (2H, m), 7.25-7.34(2H, 

m), 7.68-7.76(2H, m), 7.95-8.20(1 H, m), 

8.08-8.14(1H, m), 8.30(1H, br), 10.83(1H, 

br) 



Com. 
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4 



Com! 


Structure 


Com. 


Structure 


1 


0 2 N OMe 


2 


":OrWr> 


3 




4 




5 


NC Ct 


b 




7 


H U U f 


8 




9 


H \/ fi«0 CO,Me 

Xj o H U/ s 

NC 


10 


NC br 


11 


cr 


12 


H 1 °* ^° [ 

NC 


13 


NC^^ ° 


14 


1 U 1! H | 

NC 


15 


NC CI 


16 


^ o ' U> 

NC — F 
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Com. 


Structure 


Com. 


Structure 


17 


NC F 


18 


H H f| J 

NC 


19 


°v° 

NC CI 


20 


/ 


21 


NC"^^ ° ^-""^Cl 


22 




23 




24 


NC 
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i. the— ***c< i )T^$n6r^^T^/fE«r^>/uT^yK»*{tx(-i^^ 



n: OX Mil 

R 4 , R\ R^^iH-XliS^o^IgT-, K*S*WLT^"Ct)fi^fiiftT/^/U 



^£^i" 0 ) 

2. tie— us:* ( 1 )T^^n^Twt-T^ye^r^/uT^yK^^f*xii- : e^iS 




R 



(I) 




R 



(I) 
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n:OXf±l 
Z:Y-R 9 
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